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AB The title compds . [I; Rl - H, halo; R2 = Me, Et; R3 = branched alkyl or 
alkyl substituted by alkoxy; with the proviso that when the terminal 
carbon atom of said alkyl group is substituted by said alkoxy group, said 
alkyl group is a branched alkyl group] which have 5-HT4 receptor binding 
activity, and thus are useful for the treatment of gastroesophageal reflux 
disease, non-ulcer dyspepsia, functional dyspepsia, irritable bowel 
syndrome or the like in mammalian, especially humans, were prepared E.g., 
6-step synthesis of I [Rl - CI; R2 = Me; R3 - iso-Bu] which showed Ki of 
0.82 nM against 5-HT4 binding, was given. This invention also provides a 
pharmaceutical composition comprising the compound I. 
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The title compds . [I; Rl = H, halo; R2 - H, alkyl, aminocarbonyl , mono- or 
dialkylaminocarbonyl; R3 - alkyl which is substituted by at least one 
substituent selected from the group consisting of substituents a ; 
said substituents a - aryl, OH, oxo, heterocyclyl , etc.] which have 
5-HT4 receptor binding activity, and thus are useful for the treatment of 
gastroesophageal reflux disease, non-ulcer dyspepsia, functional 

dyspepsia, irritable bowel syndrome or the like in mammalian, especially humans, 
were prepared E.g., a multi-step synthesis of I [Rl = Cl; R2 — H; R3 = 
3, 3-dimethyl-2-oxobutyl] , starting from Et 6-[(2,2,- 

dimethylpropanoyl ) amino] -2-f luoronicotinate, was given. All compds. I 
prepared in the working examples showed Ki of 0.19 nM to 47 nM with respect 
to the affinity to the 5-HT4 receptor. This invention also provides a 
pharmaceutical composition comprising the compound I. 
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preparation); THU ( Therapeutic use ) ; BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of N- (piperidin-4-ylmethyl ) imidazopyridinecarboxamides as 
5-HT4 receptor modulators) 
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Imidazo [ 1 , 2 -a] pyridine-O-carboxamide, 5-amino-6-chloro-N- [ [1- ( 3, 3-dimethyl- 
2-oxobutyl) -4-piperidinyl]methyl] -2-methyl- ( 9CI ) (CA INDEX NAME) 
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AB Title compds. [I; Rl = H, halo, alkyl; R2, R3 - H, alkyl, alkenyl, 

alkynyl, aminoalkyl, hydroxyalkyl ; R2R3N = (substituted) hetrocyclyl; R4 - 
H, halo, acyl, amino, amido, aryl, arylalkyl, heteroaryl; R5 = H, halo, 
alkyl, alkenyl, alkynyl, acyl, amino, amido, aryl, arylalkyl, heteroaryl; 
R6 - H, alkyl, alkoxyalkyl; X - NR9 wherein R9 - H or alkyl; and Y - 
(CR7R8)n; n = 0-5], were prepared for the treatment of gastroesophageal 
reflux disease, non-ulcer dyspepsia, functional dyspepsia, irritable bowel 
syndrome, etc. (no data). Thus, Et 5-amino-6-chloroimidazo [ 1, 2-a] pyridine- 
8-carboxylate (preparation given) was stirred 20 min. with carbonyldiimidazole 
1- (l-butyl-4-piperidinyl)methanamine and Et3N were added followed by 
stirring overnight to give 40% 5-amino-N- [( l-butyl-4-piperidinyl ) methyl ] -6- 
chloroimidazo [ 1 , 2-a] pyridine-8-carboxamide . 

IT 519147-78-5P 519147-80-9P 

RL: PAC (Pharmacological activity); SPN {Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(claimed compound; preparation of imidazopyridines as 5-HT4 receptor 
modulators ) 
RN 519147-78-5 CAPLUS 

CN Imidazo [1 , 2-a] pyridine-8-carboxam.tde, 5-amino-N- [ (l-butyl-4- 
piperidinyl ) methyl ] -6-chloro-2-methyl- (9CI) (CA INDEX NAME ) 



n-Bu 



CI 




NH 2 



RN 519147-80-9 CAPLUS 

CN Imidazo [ 1 , 2-a] pyridine- 8 -carboxamide , 5-amino-6-chloro-N- [ [1- ( 3- 

methoxypropyl ) -4 -piperidinyl] methyl] -2 -methyl- ( 9CI ) (CA INDEX NAME ) 



10667188 



MeO- (CH2 ) 3 



CI 




NH 2 



IT 519148-31-3P 519148-32-4P 519148-33-5P 
519148-34-6P 519148-36-8P 519148-37-9P 
519148-40-4P 519148-41-5P 519148-48-2P 
519148-50-6P 519148-51-7P 519148-52-8P 
519148-53-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of imidazopyridines as 5-HT4 receptor modulators) 
RN 519148-31-3 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamidc, 5 -ami no -N- [ ( 1 -butyl -4- 
piperidinyl) methyl] -2-ethyl- ( 9CI ) (CA INDEX NAME) 



n-Bu 




NH2 



RN 519148-32-4 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide, 5-amino-N-[ (l-butyl-4- 
piperidinyl ) methyl] -3-chloro-2-ethyl- { 9CI ) (CA INDEX NAME) 



10667188 



n-Bu 




RN 51914 8-33-5 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide , 5-amino-6-chloro-2-ethyl-N- [ [1- (3- 
methoxypropyl ) -4 -piperidinyl ] methyl] -, monohydrochloride (9GI) (CA INDEX 
NAME) 




RN 519148-34-6 CAPLUS 

CN Imidazo [1, 2-a ] pyridine-8-carboxamide, 5-amino-2-ethyl-N- [ [1- ( 3- 

methoxypropyl ) -4-piperidinyl] methyl] monohydrochloride ( 9CI ) (CA INDEX 
NAME) 




• HC1 



10667188 



RN 519148-36-8 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide, 5-amino-N-[ (l-butyl-4- 

piperidinyl ) methyl] -6-chloro-2-propyl-, mono ( 4 -methylbenzenesul f onate ) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 519148-02-8 
CMF C21 H32 CI N5 0 



n-Bu 



CI 




NH2 



CM 2 

CRN 104-15-4 

CM IT C7 H8 03 S 




RN 519148-37-9 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide, 5-amino-N~ [ ( l-butyl-4- 
piperidinyl ) methyl ] -2-propyl- (9CI) (CA INDEX NAME) 



n-Bu 




NH2 



.10667188 



RN 519148-40-4 CAPLUS 

CN Imidazo [1 , 2-a] pyridine-8-carboxamide, 5-amino-N- [ (l-butyl-4- 

piperid.iny.l ) methyl] -6-chloro-2- ( 1-methyl ethyl ) - ( 9CI ) (CA INDEX NAME ) 




NH2 



RN 519148-41-5 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-oarboxamide , 5-amino-N- [( l-butyl-4 - 
piperidinyl ) methyl] -2- ( 1-methylethyl ) - (9CI) (CA INDEX NAME) 



n-Bu 




NH2 



RN 519148-48-2 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide, 5-arnino-6-chloro-2-rnethyl-N- [ [1- (2- 
methylpropyl ) -4-piperidinyl] methyl ] - ( 9CI ) (CA INDEX NAME) 



10667188 



i-Bu 




RN 519.14 8-50-6 CAPLUS 

CN Tmidazo [1,2-a] pyridine- 8- carboxamide , 5- ami no-2 -methyl -N- [ [1- ( 2- 
methylpropyl ) -4 -piper idinyl ] methyl J - ( 9CI ) (CA INDEX NAME) 



i-f3u 




NH2 



RN 519148-51-7 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide, 5-amino-6-chloro-N- [ [1- ( 3, 3- 

dimethylbutyl ) -4-piperidinyl] methyl] -2-ethyl- ( 9CI ) (CA INDKX NAME) 




10667188 



RN 51914 8-52-8 CAPLUS 

CN Imidazo [ 1, 2-a] pyridine-8-carboxamide, 5-amino-6-chloro-2-ethyl-N- [ [l-(2- 
methoxy-2-methylpropyl ) -4-piperidinyl] methyl ] - ( 9CI ) (CA INDEX NAME) 



OMe 



CI 




NH 2 



RN 519148-53-9 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide, 5-amino-6-chloro-N- [ [ 1- ( 2-methoxy-2- 
methyl propyl ) -4-piperidinyl] methyl] -2-methyl- ( 9CI ) ( CA INDEX NAME ) 



OMe 

I 

CH 2 — C- Me 



CI 




NH2 



IT 519147-97-8P 519147-98-9P 519147-99-OP 
519148-02-8P 

RL: RCT (Reactant); SPN { Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of imidazopyridines as 5-HT4 receptor modulators) 
RN 519147-97-8 CAPLUS 

CN Imidazo [1, 2-a] pyridine-8-carboxamide , 5-amino-N- [ ( l-butyl-4 - 
piperidinyl) methyl] -6-chloro-2-ethyl- ( 9CI ) (CA INDEX NAME) 



10667188 



n-Bu 



CI 




NH2 



RN 519147-98-9 CAPLUS 

CN Imidazo [1 , 2-a] pyridine-8-carboxamide, 5-amino-6-chloro-2-ethyl-N- [ [1- ( 3- 
methoxypropyl ) -4-piperidinyl ] methyl] - (9GI) (CA INDEX NAME ) 




NH2 



RN 519147-99-0 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [ [ ( 5-amino-6-chloro-2-ethylimidazo [ 1 , 2- 

a] pyridin-8-yl ) carbonyl] amino] methyl] 1 , 1-dimethylethyl ester ( 9CI ) (CA 
INDEX NAME) 



O 

II 



C-OEiu-t 



CI 




NH2 



10667188 



RN 519148-02-8 CAPLUS 

CN Imidazo [1, 2~a] pyridine-8-carboxamide, 5-amino-N- [ (l-butyl-4- 
piperidinyl ) methyl] -6-chloro-2-propyl- (9CI) (CA INDEX NAME) 



n-Bu 



Cl" 




NH 2 
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